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AB DWN(E)C( :Y)NHS02A, DWC ( : Y) NHS02A, DWN ( E ) C ( : Y ) NHCH2 A, DWN ( E ) C ( SZ ) : NS02A, 

etc.; [A = (substituted) aryl, heteroaryl, alkylaryl, alkylheteroaryl ; W ... 
= (substituted) aryl, heteroaryl; D = NR1COR2, OR1, specified 
heteroaryl; E = H, alkyl, polyhaloalkyl, cycloalkyl, alkylaryl, 
(substituted) aryl, heteroaryl; Z = alkyl; Rl = H, alkyl, polyhaloalkyl, 
cycloalkyl, alkylaryl, alkyl carbonyl , (substituted) arylcarbonyl, aryl, 
heteroaryl, heteroarylcarbonyl ; R2 =■ (substituted) aryl, heteroaryl; 
R1R2 = bond, atoms to form a Cl-8 chain] , were prepd. as inhibitors of 
ADP-mediated platelet aggregation (no data). Thus, N- ( 4-amino-2- 
methylphenyl ) -4-chlorophthalimide di-Me N-cyanodithioiminocarbonate were 
stirred in pyridine at 115. degree, for 8 h to give a residue. The 
residue was heated with DBU, DMAP, and 5-chlorothiophene-2-sulf onamide 
in pyridine at 115 . degre e . for 23 h to g ive_ 5 - c h 1 o r o - 2 - [ 4 - [ [ [ [ ( 5- . 
chlorothiophen-2-yl ) sulf onyl ] amino] (cyanoimino) methyl] amino] -2- 
methylphenyl ] benzo [c]azolidine-l, 3-dione . 

IT 438208-47-0P 438208-48-1P 438208-57-2P 
438208-58-3P 438208-59-4P 438208-60-7P 
438208-61-8P 438208-62-9P 438208-63-0P 

RL: PAC (Pharmacological activity); SPN ( Synthetic • preparation) ; THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation)-; USES 
(Uses) (claimed compd. ; prepn. of heteroarylsulf onylureas and related 
compds . as platelet ADP receptor antagonists) 
RN 438208-47-0 CAPLUS 

CN 2-Thiophenesulf onamide, 5-chloro-N-[ [ [ 4- [ 4-cyano-6- (methylamino) -1-oxo- 
2 (1H) -isoquinolinyl] phenyl] amino] carbonyl] - (9CI) (CA INDEX NAME) 
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CN 2-Thiophenesulf onamide, 5-chloro-N- [ [ [ 4- [ 6- (methyl amino) -l-oxo-4-phenyl- 
2 (1H) -isoquinolinyl] phenyl] amino] carbonyl]- (9CI) (CA INDEX NAME) 
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■2-Thiophenesulf onamide, 5-chloro-N- [ [ [ 4- ( 1, 2, 3, 5-tetrahydro-5-oxo76H- 
•pyrrolo [2, 3-g] isoquinolin-6-yl ) phenyl] amino] carbonyl] - (9CI) (CA INDEX 
NAME) 
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CN , 2-Thiophenesulf onamide, 5-chloro-N- [ [ [4- [6- (methylamino) -l-oxo-2 (1H)- 
isoquinolinyl] phenyl] amino] carbonyl] - (9CI) (CA' INDEX NAME) 
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CN 6-Isoquinolinecarboximidamide, 2- [ 4- [ [ [ [ ( 5-chloro-2- 

thienyl ) sulf onyl] amino] carbonyl ] amino] phenyl] -1, 2-dihydro-N-methyl-l- 
oxo- (9CI) (CA INDEX NAME)- . 
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pyrrolo[3,2-f]isoquinolin-7-yl)phenyl]amino]carbonyl]- (9CI) (CA INDEX 
NAME) 
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CN 2-Thiophenesulf onamide, 5-chloro-N- [ [ [ 3-f luoro-4- [ 6- (methyl amino) -1-oxo- 
2 (1H) -isoquinolinyl] phenyl] amino] carbonyl] - (9CI) (CA INDEX NAME) 
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thienyl ) sulf onyl ] amino] carbonyl] amino] -2-f luorophenyl] -1, 2-dihydro-N- 
methyl-l-oxo- (9CI) (CA INDEX NAME) 
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CN 2-Thiophenesulf onamide, 5-chloro-N- [ [ [3-f luoro-4- (1, 2,3, 5-tetrahydro-5- 
oxo-6H-pyrrolo [ 2 , 3-g] isoquinolin-6-yl ) phenyl] amino] carbonyl ] - (9CI) (CA 
INDEX NAME). : ' • 
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RL: PAC (Pharmacological activity); RCT (Reactant) ; SPN , ("Synthetic 
preparation); THU (Therapeutic - use) ; BIOL (Biological study); PREP : 
/ (Preparation) ; RACT (Reactant or reagent) ; USES (Uses) V 

(prepn. of heteroarylsulf onylureas and related compds . as platelet 
ADP receptor antagonists) • 
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CN 2-Thiophenesulf onamide., 5-chloro-N- [[[ 4- (7-f luoro-l-oxo-2 ( 1H) - 
isoquinolinyl) phenyl] amino] carbonyl] - (9CI) (CA INDEX NAME) 
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CN 2-Thiophenesulf onamide, 5-chloro-N- [ [ [ 4- (6-f luoro-l-oxo-2 (1H)- 
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CN 2-Thiophenesulfonamide, 5-chloro-N- [ [ [4- ( 7-methoxy-l-oxo-2 (1H) - 
isoquinolinyl) phenyl] amino] carbonyl] - (9CI) (CA INDEX NAME) 
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CN 2-Thiophenesulfonamide, 5-chloro-N- [ [ [4- ( 7-methyl-l-oxo-2 (1H) - 
isoquinolinyl) phenyl] amino] carbonyl] - (9CI) (CA INDEX NAME) 
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CN 2-Thiophenesulfonamide, 5-chloro-N- [ [ [4- ( 6-methyl-l-oxo-2 (1H) - 
isoquinolinyl) phenyl] amino] carbonyl] - (9CI) (CA INDEX NAME) 
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CN 2-Thiophenesulfonamide, N- [ [ [ 4- ( 6-bromo-l-oxo-2 ( 1H) - 

isoquinolinyl) phenyl] amino] carbonyl] -5-chloro- (9CI) (CA INDEX NAME) 
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CN 2-Thiophenesulfonamide, 5-chloro-N- [ [ [4- [ l-oxo-6- ( trif luoromethyl ) - 
2 (1H) -isoquinolinyl] phenyl] amino] carbonyl] - (9CI) (CA INDEX .NAME) 
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2-Thiophenesulfonamide, 5-chlbro-N- [ [ [4- (6, 7-dichloro-l-oxo-2 (1H) - 
isoquinolinyl )'phenyl] amino] carbonyl] - (9CI) (CA INDEX NAME) 
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CN 2-Thiophenesulfonamide, 5-chloro-N- [ [ [4- (7, 8-dichloro-l-oxo-2 (1H) - ' 
isoquinolinyl) phenyl] amino] carbonyl] - (9CI) (CA INDEX NAME) 
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CN 2-Thiophenesulfonamide, , 5-chloro-N- [ [ [4- ( 7-chloro-6-methoxy-l-oxo-2 (1H) 
isoquinolinyDphenyl] amino] carbonyl] - (9CI) (CA INDEX NAME) 




RN 438209-50-8 CAPLUS 

CN Acetamide, N- [2- [4- [ [ [ [ (5-chloro-2- 

ttiienyl ) sulf onyl] amino] carbonyl ] amino] phenyl ] -1, 2-dihydro-l-oxo-6- 
isoquinolinyl] - (9CI) ..(-CA INDEX NAME) 

O O 
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CN 2-Thiophenesulfonamide, 5-chloro-N- [ [ [ 4- [ 6- (ethylamino) -l-oxo-2 ( 1H) - 
isoquinolinyl] phenyl] amino} carbonyl ] - (9CI) (CA INDEX NAME) 
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CN 2-Thiophenesulfonamide, 5-chloro-N- [ [ [4- [l-oxo-6- (propylamino) -2 (1H) - 
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CN 2-Thiophenesulf onamide, 5-chloro-N- [ [ [4- [ 6- [ ( cyclop ropylmethyl ) amino] -1 
oxo-2 (1H) -isoquinolinyl] phenyl] amino] carbonyl] - (9CI) (CA INDEX NAME) 
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CN 2-Thiophenesulf onamide, 5-chloro-N- [ [ [4- [6- [ (2-f luoroethyl ) amino] -1-oxo 
2 (1H) -isoquinolinyl] phenyl] amino] carbonyl] - ( 9CI ) (CA INDEX NAME) 
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CN 2-Thiophenesulf onamide, 5-chloro-N- [ [ [4- [ 1-oxo- 6- [ (phenylmethyl ) amino] - 
2 (1H) -isoquinolinyl] phenyl] amino] carbonyl] - (9CI) (CA INDEX NAME) 
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CN 2-Thiophenesulf onamide, 5-chloro-N- [ [ [4- [6- ( dimethyl ami no ) -i-oxo-2 (1H) - 
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CN 2-Thiophenesulfonamide, 5-chloro-N- [ [ [4- [7- (methylthio ) -l-oxo-2 (1H) - 
isoquinolinyl] phenyl] amino] carbonyl] - (9CI) (CA INDEX NAME) 
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RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); 
RACT (Reactant or reagent) 

(prepn. of heteroarylsulf onylureas and related compds . as platelet 
ADP receptor antagonists) 
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CN Acetamide, N- [ 2- [ 4- [ [ [ [ ( 5-chloro-2- 

thienyl) sulfonyl] amino] carbonyl] amino] phenyl] -1, 2-dihydro-l-oxo-6- 
isoquinolinyl] -N-methyl- (9CI) (CA INDEX NAME) 
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AB The invention provides compds . including sulfonylurea derivs., 
sulf onylthiourea derivs . , sulf onylguanidine derivs., 
sulf onylcyanoguanidine derivs., thioacylsulf onamide derivs . , and 
acylsulf onamide derivs. which are effective platelet ADP receptor 
inhibitors. These derivs. may be used in various pharmaceutical 
compns . , and are particularly effective for the prevention and/or 
treatment of cardiovascular diseases, particularly those diseases 
related to thrombosis . The invention provides a method for preventing 
or' treating thrombosis in a mammal comprising the step of administering 
a therapeutically effective amt. of a compd. of the invention, or a 
' pharmaceutically acceptable salt thereof. 
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AB Title compels. [I; Rl = tetrahydrobenzimidazolyl , imidazopyridyl , 
(substituted) benzimidazolyl , benzoxazolyl , etc.; R2 = H, (S- 
interrupted) alkyl ; R3 = carboxy, cyano, tetrazolyl, 1- 

triphenylmethyltetrazolyl , alkoxycarbonyl ; R4 ='H, F, CI, Br], and their 
isomeric mixts . and salts, were prepd. Thus, 2-propyl-5- ( 1- 



methylbenzimidazol-2-yl)benzimidazole (prepn. from Me 3,4- 
diaminobenzoate . 2HC1 given) and tert-Bu 4 1 -bromomethylbiphenyl-2- 
carboxylate were stirred 15 h with K0CMe3 in Me2S0 to give 70% coupling 
products, which were treated with CF3C02H in CH2C12 to give a mixt. of 
4 1 - [ [2-propyl-5- ( l-methylbenzimidazol-2-yl ) benzimidazol-1- 
yl) methyl] biphenyl-2-carboxylic acid and 4 1 - [ [2-propyl-6- { 1- 
methylbenz imidazol- 2 -yl ) benzimidazol-l-yl] methyl] biphenyl-2-carboxylic 
acid. I antagonized angiotensin II in rats with pA2 values of 6.0-7.5. 
I, at up to 30 mg/kg i.v., were without toxic side effects, e.g., neg. 
inotropic activity . - 
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Structure attributes must be viewed using STN Express query preparation 

{ FILE 1 HOME 1 ENTERED AT 14:34:23 ON 06 FEB 2003) 

FILE REGISTRY 1 ENTERED AT 14:34:31 ON 06 FEB 2003 
LI STRUCTURE UPLOADED 

L2 3 S LI 

L3 39 S LI FUL 

FILE 'CAPLUS' ENTERED AT 14:35:37 ON 06 FEB 2003 
L4 1 S L3 

FILE 1 BEILSTEIN ' ENTERED AT 14:36:12 ON 06 FEB 2003 
L5 0 S LI 

L6 OS LI FUL 

FILE 'MARPAT' ENTERED AT 14:36:38 ON 06 FEB 2003 
L7 0 S LI 

L8 ' 5 S LI FUL 

L9 3 S L8/COM 

L10 ' . 2 S L9 NOT L4 



COST IN U.S. DOLLARS 
FULL ESTIMATED COST 

DISCOUNT AMOUNTS (FOR QUALIFYING ACCOUNTS) 
CA SUBSCRIBER PRICE 
STN INTERNATIONAL "LOGOFF AT 1*4 Y3 8 : S3 ON "06 FEB 2003 



SINCE FILE 
ENTRY 
114.21 



SINCE FILE 
ENTRY 
-1.24 



TOTAL 
SESSION 
267.98 

TOTAL 
SESSION 
-1.89 



